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1. Title of tiie Invention 



Condensed Hetenxyclic Derivative and Anti-ucler Agent 
2. Patent Claims 

( 1 ) Compound represented by tlie following general fonnula or its acid-adduct salt. 



General formula 




On the fomiula, R' is a hydrogen atom, substituted or unsubstituled alkyl, alkanoyi, benzoyl, substituted or un- 
substituted phenyl, substituted or unsubstituted heteiocyclic groip or -(CHjCH=C(CHj>CH,^-H; is a hy- 
drogen atom alkyl or substituted or unsubstituted phenjd group; R' and R^ are same or different hydrogen atoms 
or dkyl groups; X is N or C-R^ where R' is a hydrogen atom, alkTl, alkoxycaibonyl or phenyl group; Y is O, 
S^OX,, NH or NH<CHiVA; Z is a single bond, CH^ or NH; p is an integer of 2-5; m is 0, 1 , or 2, ; n is 1 , 2 
or 3; andAisasinglebondorS. In NH-(CH,VA,N is bonded to a the heterocyclic ring.) 

(2) Anti-ulcer agent characterized by containing a compound represented by the following general tbr- 
mula or its acid-adduct salt as an effective component 



General fonnula 




(In ths tbnnula, R' is a hydrogen atom, substituted or unsubstituted alkyl, alkanoyi benzoyl, substituted or un- 
substituted phenyl, substituted or unsubstituted heterocyclic group or -(CH,CH=C(CH,>CH,\,-H; is a hy- 
drogen atom alkyl or substituted or unsubstituted phenyl group; R' iind R' are same or difterent hydrogen atoms 
or dkyl groups; X is N or C-R', where R' is a hydrogen atom, alkyl, alkox>'caibonyl orphen>'l giovp; Y is O, 
S-^PX,, NH or NH-<CHA-A; Z is a single bond CH, or NH; p is an integer of 2-5; m is 0, 1 , or 2, ; n is 1 . 2 
or 3; and A is a single bond or S. In N^-(CH. VA, N is bonded to a tlie heteixxychc ring.) 
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^5 


95 - 98 


6U 


1(*1 - 1(*3 


12 


98 - 99 


27 


135 - 


137 




U6 


31 - 33 


65 


186 - 188 


13 


177 - 178 


28 


23^ - 


235(d) 




1*7 


32 - Bk 


66 




l*k 


166 - 168 


29 


118 - 


121 








67 


1U8 - 150 


15 


162 . I6<i 


30 








U9 




68 


* 


16 


188 - 190 


31 


110 - 


113 




50 


159 - 161 


69 


136 - 138 



S 4 ( r<0 3 ) 



HI 




^ CO 


70 


168 


- 170 


71 




• 


72 




* 


73 




• 


7** 


1^*3 


- 1U5 



S 4 ( ^CD4 ) 



NMR(CDCl^) fiPPn 



30 
52 



2.27(3H,J), 2.58(3K.a), i*.00(2H.3). 
8.U3(1H.3) 

2.62(3H.3), f^.60(2H,a), 807(lH..s) 

2.63(3H.a)» U.6o(2H.s), 8.^7(lH,a). 

2.62(3H.a). U07(2H.3), 6.67(lil,a). 
6.8-7.53('*H,m). 803(1H.3) 



ML 


NMR(CDC1 ) «PPffl 


56 


2.69(3a.a), ^.55(2H.a). 6.8(lH.a), 
7.27-7.6(3H.m), 8.43(lH,a) 


57 


2.72(3H,s). a.75(2H,a), 7.02(lH,a) , 
7.23-7'6(3H,ai), 8.47(lB.a) 


58 


2.67(3H.a). ^».52(2H.a). 6.78(lH.a). 
6.9-8.0(Ua,ffl) , 8.43(lH.a) 


59 


2.63(3H.a). i*.U8(2H.a). 6.77(lH.*). 
7.^>-7.8(UH,ai), 8.i*3(lH.j) 


60 


205(3H»a), 2.63(3H.s), ii08(2H,a). 
6.78(lH.a). 7.03.7.^7(^H.(a-b)q)» 
8.45(1H) 


61 


2.63(3H.a)» 3.8(3H.a)r ^^.37(2H,a)» 
6.77(1H.«). 6.8-7.^('*H.(a-b)q), 
8.^2(1H) 


62 


2.63(3H.s). i*.55(2H.s)» 6.78(lH,a). 
7.2.8.37('*H,o), 8.i*5(ia.a) 


63 


2.62(3H,a). <i.5(2B.a). 6.65(lH.a). 
703-8.23(4H,(a-b)q), 8.3(lH) 



S 4 c -ecos ) 





NMR (COCl^) dppm 


66 


2.65(3H,a). i»03(2H,a), 5.98(2H,a), 
6.63-7.0(4H.oi)» 8.43(lH.a) 


68 


2.62(6H,a), k.k5(2B,a)» 6-78(lH.a), 
6.9-7.63(**H,ai) 


71 


2.60(6H,a), 407(2H.»), 6.67(lH.a)p 
7.07-7.66('*H,a) 


72 


2-57. 2.59(6H,ta.a), 4.3**(2H,a). 
6.63(ia.a). 703{'»H,3) 


73 


0.83-1.2(3H.t), 1.56-2.23(2H.fli), 
2.57(3H,a). 2.7-3 • l(2H, t) , 4.37 
(2H,«). 6.63(lH,a), 7 -2-7. 53(5H.o) , 
4.48(2H.a), 7-2-8. l3(llH,m), 8.^7 
(iH.a) 
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C H ^N, SO 
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65.50 


4.63 


16.08 


9.20 


65. '*9 


^.57 


15-91 


9.-3 


3 


1**9 




''18 17^5 


61^52 


4.88 


19.93 


9.12 


61.12 


4.88 


19-64 


3.93 




101 




103 




C . H H SO 
^I4"l3 3 


61.97 


4.83 


15*^9 


11.32 


62.12 


4.84 


15-^5 


11.75 


3 


178 




180 




C 8 If SO 
*^13^12^4^° 


57*34 


4.44 


20.57 


11.77 


57*5^ 


4.50 


20.32 


11.55 


6 


144 




146 




^15^15^3^° 


63. 1*^ 


5.30 


14.73 


11.23 


63.12 


5.^1 


14.63 


LO.95 


7 


140 




142 




^14^14^^° 


58.72 


4.93 


19.57 


11.20 


58.67 


4.96 


19.31 


11.01 


8 


229 




230 


(1) 


C^H^^K^SO 


73.33 


4.68 


10.26 


7-83 


73.19 


4.80 


10.26 


7.39 


9 


201 




203 


{d) 


^24«18^\2° 


70.22 


4.42 


13.65 


7. 81 


70.61 


4.52 


13-62 


7-75 


10 


220 




221 


(d) 


<=27=24^4S02 


69*21 


5.16 


U.96 


6.84 


"69.34 


4.94 


11.92 


6.77 


11 


167 




171 




^13^11^3^° 


60.68 


4.31 


16.33 


12.46 


60.53 


4.36 


16.15 


12.19 


12 


129 




131 




^12=10^30 


53-80 


3.91 


21.69 


12. 4L 


55.92 


3.73 


21.39 


12.23 


13 


171 




173 




^19=13^3^° 


68.45 


4.53 


12.60 


9.62 


68.84 


4.26 


12.63 


9.5^ 



S 5 ( ^<D2 ) 



















7C 
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c 


n 

H 


d 

H 


(%) 

s 


c 


H 


N 


5 t 


14 


166 




168 




<=18«14^S° 


64.65 


4.22 


16.75 


9.59 


65.12 


4.05 


16.78 


1 

9*81 ' 

i 


13 


208 




209 




^2Ao^S°2 


64.27 


3.14 


14.28 


8.17 


64.39 


5.17 


14.21 


8.36 ! 


16' 


130 




131 




^17V3^°3 


59-46 


4.99 


U.24 


9.34 


59-35 


3 '06 


12.19 




17 


131 




133 




^14=13^3^° 


61.97 


4.83 


15.^9 


11.82 


61.73 


4.85 


15.33 


11.67 j 


18 


133 




134 




^13=12\^*^ 


57.34 


4.44 


20.57 


11.77 


57-42 


4.49 


20.53 


11.81 


19 




























20 


165 




167 




C20V^3^° 


69*14 


4.93 


12.09 


9.23 


69-55 


4.74 


12.31 


9*30 


ai 


190 




192 
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65*50 


4.63 


16.08 


9.20 


65.50 


4.36 


16.07 


9.03 


22 


117 
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68.45 


«*.53 


12.60 


9.62 


68.58 


4.40 


12.73 


9.43 


23 


131 
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64.65 


4.22 


16.75 


9-59 


64.36 


4.11 


16.61 


9-32 


24 


160 
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^2lW4^°2 


64.27 


5.1** 


14.28 


8.17 


64.21 


5.00 


14.33 


8.14 


23 


203 




207 




^20»14^S° 


67.02 


3-94 


15-63 


8.94 


67. 08 


4.24 


15.62 


8.92 


26 


137 




139 




S2«19^3'°3 


65.17 


4.72 


10.36 


7.91 


65.25 


4.83 


10.39 


7.87 


27 


























28 




























29 


132 




136 




^8«I0\^° 


45-70 


U.79 


26.65 


15-25 


45.77 


4.67 


26.51 


15-22 
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C 


a 


N 


3 


c 


H 




s 




30 


l69 




172 


=14»14*'4*^ 


38.71 


4.93 


19 


11.19 

r 




? ■ 


19.4$ 


10.99 


f 


31 


138 




14 L 


*=l4"l3*\'*" 


33.25 


*» .30 


18 . 42 


10.33 6.24 
F 


34 .83 


4.22 


18.23 


10,72 


6.41 

r 


32 


X38 




142 


*=l4"l3*''4™ 


55.25 


4.36 


18 .42 


10.33 6.24 
f 


35.28 


4 22 


18. 4l 


10.66 


6.73 

f 


33 


158 




160 


*=l4«13^'*^ 


33.25 


4.36 




10.33 6.24 
CI 

11.05 

CI 


53.00 


4 .40 


18.33 


10.33 


6.47 
ci 


3*1 


165 


~ 


168 


*=14«13V*=" 


32.42 


4.08 


17.** 


32 26 


4 .02 


17.38 


10.13 


11.33 
CI 


33 


141 




142 


c,;,a^3.\scio 


32.42 


4 .08 


17*46 


?.99 11.05 
CI 

9.99 11.05 


52 .49 


4 ,03 


17.41 


9.96 


11.19 
CI 


36 


133 




138 


*=14«13V=" 


32.42 


4.08 


17.46 


52.42 


4 .08 


17.46 


9.99 


11.33 


37 


132 




133 


'=13^6VS 


39.98 


3.37 


IB. 02 


10.67 


39.76 




18.48 


10.38 




38 


137 




138 


*=13^6V2* 


36.94 


3.10 


17.71 




%6 fla 




17.61 


10.10 




39 


131 




134 


*^l3"l3V° 


. J* 


4.56 


24.37 


11.16 


34.47 


4.68 


.24.21 


10.93 




ko 




























'tl 


133 




137 




48.20 


5.39 


24 . 98 




48.19 


3.37 


24.37 


14.23 




b2 


139 


- 


141 


'=15=16V0 


39.98 


3.37 


18.63 


10.67 

P 


59.86 


5.27 


18.70 


10.36 


r 


U3 


174 




177 


<=13^3*'4'« 


36.39 


4.73 


17.60 


10.67 3»97 
CI 


56.53 


4.73 


17.39 


10.11 


6.12 
CI 




177 




179 


*=13«13V^°5 


33-81 


4.32 


16.73 


9.38 10.38 


33.93 


4.42 


16.60 


9.35 


10.74 




118 




120 


*=l6«l8-^°^ 


61.12 


3.77 


17.82 


10.20 


61.14 


3.72 


17.62 


9.53 
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It 
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46 
^^7 
48 
49 
50 
31 
32 
33 
5^ 
33 
56 
37 
38 
39 
60 
6X 



147 

153 

170, 

137 

166 

170 

152 

192 

196 

136 

188 

223 

191 

130 

12U 

L20 



--149 

- 137 

- 172 

- 139 

- 168 

- 172 

- 15^ 
- 

- 198 

- 158 

- 190 

- 225 

- 193 

- 152 

- 126 

- 122 



A°15^^° 

5«16\^« 
5»13^USC10 

3^11^^° 

3«ll\^° 

3=ll\^<=" 
jH^^N^SClO 

3«llVC" 

3«lo\SCliO 

3H^^M,SC1,0 

3«11^U^° 

4«11^^3° 

A«1U^^*^° 



38. IS 
35.79 
39.98 
33.81 
33.78 
53.78 
33.78 
50.89 
30.89 
50.89 
i»5.76 
*»5.76 
39.21 
49.41 
58.72 
55.61 



5.**9 
3.02 
5.37 
4.32 
3.32 
3.82 
3.32 
3. 61 
3.61 
3.61 
2.95 
2.93 
2.78 
3.26 
4.93 
4,67 



16.96 
23.2(t 
18.63 
16.73 
19.30 
19.30 
19.30 
18.26 
18.26 
18.26 
16.42 
16.42 
l*t.07 
16.46 
19.37 
18.33 



9.70 
10. 6U 
10.67 

CI 

9.58 10-59 
r 

11.05 6.5** 

r 

11.03 6.5^ 

11.05 6.5* 
ci 

10. 43 11,56 
CI 

10.43 11.36 

CI 

10.43 XI. 56 
CI 

9.40 20.78 
CI 

9.40 20.78 
I 

8.05 31.87 
P 

9.42 16.75 
11.20 
10.61 



58.12 
35.71 
60.18 
53-43 
53.73 
53.30 
53.78 
50.85 
50.89 
50.92 
45.68 
45.64 
39.25 
49.30 
38.65 
55.55 



5.43 
5.15 
5.38 
4.47 
3.74 
3. 81 
3.98 
3.73 
3.74 
3.70 
2.92 
3.07 
2.91 
3.27 
4.96 
4.68 



16.77 
23.05 
18. 56 
16.72 
19.20 
19.20 
19.16 
18.21 
18.25 
18.20 
16.38 
16.32 
14.02 
16.31 
19.38 
18.33 



9.53 
10.67 
10. 57 
9.58 
11.07 
11.08 
11.19 
10.39 
10.46 
10.35 
9.28 
9. 18 
8.28 
9.64 
11.01 
10.48 



CI 

10.36 

r. 

6.73 

F 

6.66 

F 

6.35 
CI 

11.65 
CI 

11.45 

CI 

11.43 

.CI 

20.78 

CI 

20.64 
I 

31.99 
F 

16.44 
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52.45 3.86 17.37 9.70 10. ii 

Cl 

52.65 4.01 17.23 .9.70 11.;: 

Cl 

52.16 4.12 17.37 9.99 11. C: 
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tt%^ : C, 60. 91 : H, 4. 72 : N, 21. 86 : 
S . 1 2.5 1 

XfiS^ : C . 6 1.00 : H . 4. 6 4 : N . 2 1. 7 6 : 
S . 12. 26 

NMR(CDC/3) d: 2.57(3H.i), 4.37C2H. 

I ) . 6.7 6 C IH , « ) . 7.1 - 
7.5 C 5H . m) . 3.3 9 ( 1 H , 1 ) 



12) 7~^yi/A^XJ\^7'i'=-n^~S^/^^~i 
1. 2, 4 ] h r •/ o C 1. 5 - » ] 'M > 18 



COOOH 



0*-S-CH2-CgH5 



18 

<b «9 18 ^ Aio 

9 9. 7 « 

m. p. ; 1 25 - I 27 T: ( ^9 / -^XOE^A ) 

»f ^ ^ : C . 5 7. 3 3 : H , 4.4 4 : N , 2 0.5 8 : 
S . 1 1. 7 7 
: C,5 7. 21: H.4.53 :N,2 0.49: 
S , I 1.7 0 

NMRCCDC^j) S : 2.6 2 ( 3 H . » ) . 4.4 - 4.7 7 
(2H. Ca-b)q) . 6.77- 



7.5 (6H.ai) .8.57 (IH. i)o 

n^m 8 0 J: c^8 1 

Cl 



PhCH-YNa 



YCH-Ph 

I * 



19 



CH^ 
OEt 



20 



HjNOH 



21 



y-cH,Ph 



N-OU 



22 



r-CHjPh 



0 — Y-CHjPH 



23 



25 



PhCH2Y 



2U 



26 



m^Zl' 57587 (23) 

OtSt>ro fiL.. ^ 5 i'JiCf^ 26 
;i Yfil S ©Ja-^fCfflSa ) 

ggaigq 8 0 ( Y s cQia^ ) 

;K*^b^ h <i <^ A ( 6 0 X , ritt ) 3.7 ; c 

0. 0 9 mo 1 )€• DMF 4 0 »UlC.^.ffl 0 X: ? 
y*:^yu>A.Ar^y9. 5 27 C 0. 0 7 7mol)© 

o M.F«tt3 0 -j^arr 4« 3o^aif$ak. 2 

6 0 0 - 8 0 0 mitcffiA u;k«^b^ i- 'J 9 i.;K^S 
Eia«Lrai2a^«n 2oa_ i 5.7 ; c 9 7. 5«) 

m.p.: 119-12n:CX5/— yw-a--^* 



W-I^ffl C») : C , 6 2.3 0 : H , 5.6 7 ; N .18.17 

: S . 1 3.8 6 
^m<iS, (H) : C . 6 2.8 2 : H . 5.5 6 : N, 18.00 : 

S . 1 3. 9 1 o 

NMR(CDC/3)* : 2.3 3 ( 3 H . t ) , 4.3 3 ( 2H. 

•),6.33ClH.i),7.03- 

7. 5 3 ( 5 H . ID ) a 
(a)N-C4--<vc;/u^J--6->f'A.tr'; i 

^)^\^fZ ZSLL 1 0 / C 0. 0 4 :i moi ) , ^ 
»'»Kif'^4 2 7 ( 0. 2 6 mo I ) ^ hA^xy 
4 0 0 W»C«6» 1 - 2fll^«TU/ta, 

»^n5Ha:( xf^>w-N-(4-'<Vi;A.^:<- 

f— h 2ra } (C t K a + i/ ywr J Vtttt^ 6 7 
( 0. 086 mo t), h'/xf-ywriyiS^C 
0. 13mo! ), >^/-A.150W*iDX., SS 



h - h ^.-ciffefrtt. ggjtftf ^ <hagifc^^ 22* 

5. 7 6 7 Ca* : 4 6. 5 « ) i^tS^^tl^o 
m.p.: l42^l44CCx^/-/wJ:r?l9<t 

a ) o 

ftnm. C?<) : C , 5 8.3 1 : H , 5.5 9 : N . 19.43 
S . I 1. 1 2 

3?jaffl w> : c . 5 8.4 I ; H , 5.5 9 : N. 19.25: 

S , 1 1.1 8 » 
NMRcCDC/3 2.28C3H.«).2.42 

( 3H. s ) . 4.37 C2H, • ) , 
6.52 ( IH. I ) 7.07 - 7.47 
(5H .tn) , 
S!lx-<^ h A. (M/e ) : M+ 2 8 8 » 
('>) 7 - -<y*V/wf-*-2. 5 -y-yu - ( 1, 2. 

4 ) h r •/ o C 1. S - a ] f 'J ; y 23a 
^ XC/ S - -< V A. f. a^ - 2. 7 - •>* > f- A. - 

( 1, 2. 4 j 1^ 'J r •/ o c 1, 5 - » 3 tr <; ; 
> 24a 
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ia)Vi^tzit^^ 2Z^ 1. 1 5 ^ ( 4 nimo I ) . 
hyxf-zwr-yi. 2^(12 mmo I ) ^ ^ 

TttliL. •> >i y/w A ? ^ o T h / 9 7 - 

fC^L, -^^^-tf^-AcOEt (l:5)T(Siil 

sa^s^ur, aE<b^«!i23_a 0.52 7 

CaV: 4 8. 2« )€'f^'5o cn(tS?Jfi^6 7 - 
tUcD<t^«l<:-ft L/::, ttv^r. AcOEt r«til 

•rsiffi^i-iOQEit^^i lij. 0. 1 7 7 ( a* : 

1 6 » ) 

24* o^gQtt 

m.p.: 148^150rCi-f-^J:OI|»fi)<. 

ffllCfiS C?<) : C . 6 2.1 9 : H , 5.2 2 ;N , 20.7 3 ; 
S . 1 1.8 6 
(S) : C , 6 2.2 4 ; H . 5.0 9 :N,20.75 ; 
S . 1 1. 7 6 o 



15133361- 57587 (JA) 

- C 1. 2. 4 ] - h r •/ o ( 1. 5 - 1 ; 

- A. - 2. 7 - > f- /V - C 1. 2, 4 j h <; r •/ 

a C 1. 5 - a ) e > 26 * 

('^)rt*/;^t^«5 2 4-a 1 ; ( 3. 7 mmo I ) q 

c jWs :8oh)o. 89;*orr»* fcajs? u 
'xj&<t»i!D;t, stc4 0^rJ^fi^$r5o s^a^io 

n *f ii y u ^ T-f — (C^fL* -N-yv 

y-ftKxf./i,( 1 : 5 SfSroc 
SEib^^ 26 a 0. 5 8 ; C : 5 3 « ) 

So 

26a 

M.p. : 156-1 SSrC^oa^/vA-a- 
+ T > J: 0 PfiiS ) 

JMJiaW: C . 5 8.7 2 ; H , 4.93 : N.19.57; 



S » 1 1.2 0 

Hffit^M: C , 5 8.4 6 ; H , 4.99 : N , 19.44 : 
S . 1 1. 0 4 . 

NMRCCDC/3 ) J : 2.6 7 ( 3 H . i) . Z7 8 ( 3 H . i ), 
4.03 - 4.63 C2H. ( a - b ) q ) 
7.00 - 7.43 C6H.tn) , 

%^X-<9 h A. (M/e ) : M+ 2 8 6 o 

H-Cti|fc<b^ia 23a 0. 71/,m-^oaia 

SaStt ( «BC :809<)0. 897.^oa4t/v 

i^3 o.j^fflt'^r±Eo;fffi<b(aiaicoT:?2.5 

4 ) o 

cnas?jfi^6 7 -(2)co^b^«!i<t-ft Lfco 

XISW 8 1 ( Y r»0<Dia^ ) 

M) 2-7:/-4-^i'v'^* + >- 6- > 

f- /V e y 20 1> 

^b^^^ 10/(0. 07inoI).^Vi^/wT 
A^l 1. 3? (0. 104 mo I ).;(c;R^b^H 
'J*>x.C60?<)3. 77(0. 09naol ) i,-J:Cf 

DMF 1 0 0 J: 0 1156^ 8 0 -wii^atc ur 



QE<b^«! 20_b 1 1. 2 / ( : 7 4. 7 « ) t 
n.p.: lOS^-llOTTCn-^+^yj:*?!! 

} O 

it%9t^'^ (C^2"l3^3° tUr) 

ttHia C?<) : C , 6 6.9 5 : H . 6.0 9 :N. i 9.5 2 
SiaafiS W) ; C , 67.19 ; H ,5.90 : N . 19.2 8, 
NMR(CDC/3) : Z2 2 ( 3H , I ) . 5.2 8 

(2H. O . 5.9 7 (IH, I ) . 
7.17-7.5 (SH.ra), 
<a) 2, 7-v'>f-/u-5--cy':;A';i-4-i/-C 
1. 2. 4 ] h 'J r '/ a C 1. 5 - a J »J i 
y 24b 

W)T?9fclb^«I iHb *|?JfiflP!8 0 - Co)i:ra 
«tc«iSi UT^fi£ LfcN-(4-^y.:;A.:r4^-> 

-e-^f-^e'i ^•>*y-2-'f>v) - N'-tK 

o + •> r * h r i y 22b l. 9 7 ( 7 mm o l ) ^ 
a*? lb - 2-i'ao-i->f-A.tf';i^i.'7^2 
7 ( 7. 8 mmo l).h«Jxf-A.riy2. 1/(21 
mmol ),lJJ:Cf*:^^nB/^y80m/^:ffl(r^r 



0. 7 / ( : 4 2 X ) -So 

ttlffia W: C. 6 6.1 2 : H . 5.50 ; N . 2 2.04 
SefiHiaW): C . 6 6.29 : H. 5.38 : N . 22.0 2 
NMRCCDC/j) 5: 2.5 3 C 3H . i ) , 2.6 7 C 3H . O, 
5.5 C 2H , I ) , 6.3 3 (IH, I) . 
7.17-7.6 (5H,m) « 
ft;^ 7 h A. (M/e ) : M+ 254 « 

n^9is 2 

7 - ^v-:;A.:i-4'i/e7-/o C i. 5 - »] fc^'i 

£ V 28 




27 28 



57537 (25) 

^S«(C^?&T, 5 0 ;K35<t ^ ^ 7 0. I ; 

aD;t. 30^rj«fiiu^a. 7-^o = tf?'/3 

C 1. 5 - a ] ^ ; > 27 0. 3 0 7 ; ^ 53 ;l , 
2K?PJIttfPU. THF ^aES^Tio aift^ 

<ftU, 7 o o .-n A. ^ i — -fA.-o-^ 

: 8 8. 9 « ) *I#4o 

m.p.: lOe^lOSrCx — f-yuJ:OS^fl)o 

^^^^ : (CjaHiiNaO i ur ) 

«■ ffffl W : C . 6 9.3 2 : H , 4.9 2 ; N . 1 8.6 5 
HM^aW): C , 69.5 7 : H, 4.7 2 : N . 18.7 3 o 

nmn 8 3 

3 - >f.;v-5-7Xi/w-7 - C 
/u > h 4^ •> ) e 9 •/ a C 1, 5 - » j 'J £ ^ 



^y-:;A.T/w3— A'O. 4 3 3 ^OTHF 3 On/ 



=6«3 



CHjOK 



12 



20 



7k*<t^MJ'?-fi>40"P(l. 57 mmol ) Ji 0 J% 
»raS UfcStttC 7-7aa-3->'?'A^-5- 

3 6 5"?(1. Sfflmol )tiDX., SaT^ S^M 

V fj Y J\^i7 f ^ ^ a ^ left L^AcOEi 

135_30 405"PCa^l: 85») * o 

m.p. : I 8 0— 1 8 1 r (»Kxf-/w- a 

a > ^ V J: 0 Sttfl ) « 

7C«^tff : tCl9"l6^4^ ^ ^"^ ^ 



IffffittOO: C, 7 2.14 : H, 5.10 : N .17.71 
IEfflfflC?6): C. 7Z29 ; H, 4.94 ; N . 17.60 o 

5 - C4 ~yjutayx.^A^) - 3 - >'f'^- 
7-7i*f'A.:<- + *>e7-/o C 1, 5 - » 1 tT'i 
J ^ 32 



31 



— OCHjCHj 

pX^X CH^ 

7x4". •^-/^TA/3 — yv2 1 0«?( 1. 7 2«>moO 
OTHF 2WS«*;KiR<b^ K 'J 0 ^ 4 0«9 (1.67 
mmol )CDTHF 2miMlS3«3tlCO riCT.IITU. 
I 0 CniC7-i^aa-5-(4 
-7A.:j-a7i-yu) - 3 - >f-/wtr?*/o C 1, 
5 - a 3 tr 'i £ y 31 3 9 0 ■? ( 1. 4 9 nirao I) 
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neaaSSl- 57SS7 C2S) 



: 2 ) tr/smu. n-'^ + '^y-d^aib? 

i4-raE<b^«!l 4 S 0 ««? C a* : 8 7 X ) * 

J: 0 I^HA ) o 

ffJItfit C?0 : C, 7 2.61 :H , 5.22 : N . 12,10 : 
F , 5.4 7 

51 58 ffl C«) : C , 7 2.6 9 : H , 5.3 3 ; N . 1 2.1 2 ; 
F.5.6O0 

ggjSffli 8 5 

7 - ^y-^ywr i / - 5- C 4 - 7A^:ra7X 
-A.)-3->^ywtf5'/oC 1. 5-») tf'i i 
V 33 




7 - ^ao - 5 - ( 4 - 7/u:4-o7Xi/u) - 
3 - > A. t- 5 '/ o C US-*] 'J ^ *^ ^ ?i 
'3 90"?C 1. 49mmol )flOi^/— >w20«/<S 
ttlC-cy-:^^i'T; :^350"?C3. 27 mmo I ) ^ 

yV^^it^^XUZit"^^ 33 4 8 0 9 
C : 9 7 » ) ^'i^'S, 

m.p.: l52-lS3rCfttti^^-»-'^ 

7CiR^>W : CC2o«i7^4^ <^ ^"^ ^ 

«-J?C^iaC»): C. 7 2.27 :H, 5.16 :N, 16.86: 



F . 5.7 2 

nmmOi): C , 7Z62 : H, 5.1 6 : N , 16.7 5 ; 

F. 5.7 9 o 
S?3ai«8 6-99 



Cl 




n^ms 2-8 5<o;?ftfio-7^aa^i^i*(c5i 

( aTs^^a ) 



HHS3S1- 57537 (Z7) 



AH 




Z 




r2 


r5 


a « 




86 
87 
8S 
89 
90 
91 
92 
93 


OOOOOOOO 


CHj 
CH« 

CH2 


Ph 
ph 
ph 
Ph 
Ph 
P h 
Ph 
ph 


CH3 
Ph 
H 

CH3 
H 

Pb 
Ph 


H 
H 
CH3 
CH3 
Ph 
P h 
Ph 
CH3 


91.9 
89.7 
79.3 
96.8 
91.2 
98.4 
92.7 
86 


5?Jt^ 8 2 jcor ^ 

%wn 8 2 tcqir 5 
8 2 tcuir 5 

8 2 tC»r 4 

feifiw 8 2 tcqirs 

8 2 fcaif 

8 2 icmr 4 

Sl^fij 8 3 ICQir 4 


94 


O 


CHj 


-CH2NCCH3)2 




CH3 


81 


i?ittw 8 3 »c»r 4 


95 


0 




Ph 


P.h 


CH3 


9 9 


sjfiw 8 4 (cor 5 










T-Z-R^ 

— K 








S 5 ( o -J i ) 














Y 


z 








a ^ 




96 


0 


CH2 


-P 


P h 


CH3 


91 


3? Jfi^ 8 4 JC 4 


97 


O 






Ph 


CH3 


93 


8 4 tcqir^ 


98 


O 






Ph 


CH3 


84 


5?ifliw 8 4 tcor 5 


99 


NH 


CHj 




Ph 


CH3 


88 
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ataeSSl- 57537 



a 7 
















7C X 


^ 9t 








m 


A CD 


j> ^ k 






C H ) 






% ( M ) 


M, 








C 


H 


N 


C 


H 


N 


86 


192 


- 194(^J(» 




70.28 


5.48 


17, 56 


70.31 


5.39 


17. 50 


87 


153 


- 155 


C19H15N3O 


75.73 


S. 02 


13.94 


76.30 


4.87 


14.23 


88 


104 


- 105 


14 1 J J 


7(1 28 


5.46 


17. 56 


70.58 


5.58 


17.55 


89 


181 


- 183 


C15HJ5N30 


71. 13 


5.97 


16.59 


71.43 


5. 97 


16.58 


90 


152 


- 154 


C19H15N30 


75.73 


5.02 


13.94 


78.03 


5. 16 


13.88 


91 


189 


- 191 


C2o"ir^3e 


78.17 


5.43 


13.32 


76. 64 


5.69 


13.29 


92 


204 


- 206 


C25"l9^30 


79.55 


5.07 


11. 13 


79.81 


4.93 


11.08 


93 


136 


- 137 


<=20"l7^3O 


76. 17 


5.43 


13.32 


76.26 


5.29 


1X41 


94 


100 


- 101 


Cl7«19^40' 


64.95 


6.09 


1^-82 Jo4 


65.16 


5. 92 





S 7 ( -3 * ) 















7C M ^ 


9t 










A cr) 


jj- ^ ac 






in) 






a (N) 


A 








C 


H 


N 


C 


H 


" t 


9S 


134 


- 135 


Cl9«15^3<^ 


73.93 


5.02 


13. 94 


75.99 


5.15 


: 

1X96 


96 


122 


- 124 


C20«16"3O 


72.06 


4.84 


5%0 


72.47 


4.95 


F 

12.58 533 


97 


ISO 


- 151 


C20"l6^«=' 


68.67 


4.61 




68.59 


4.67 


11.95 ,^^2 


96 


92 


- 93 


<=2l«19«3° 


76.57 


5.81 


12.76 


76.81 


5.95 


12.83 


99 


98 


- 99 


C2l"20"4 


76.80 


6.14 


17.06 


77.21 


6. 14 


17.24 



( ur»a ) 



-890- 



1 Q 0 

4 ] h <J T y a C I. 5 - O 'J i > 34 
CI 

3 ^ 

16 




o C 1. 5-» ] tf'i Ji':^ 16 0. 8/<OTHFlO 

■<Stttc7Xi^t K5 1. 1 9 ^isiK. sa 

TH F J;OS»auraE{t^«!I 34 1. 0 7 C 
* : 8 7. 7 « ) t»-S o 
m.p. : I 9 9 r C ) . 

W) : C , 5 9.9 8 : H , 5.0 3 : N , 3 4.9 8 
%m^00 : C. 6 0.2 8 : H. 5.16 :N. 3 4.8 9 « 



gai^ 101 

7 - CN-{ 2-(2-/ri':;/^rV-/u 

-4-'<^)>f-^f'*)if'A.rW) - 5.6 

- i; > f- A. - c 1. 2, 4 ] h T •/ a c 1. 5 - » ) 




36 



7-^aa-5.6-Of'A.-Cl,2,4-] h 
'J r '/ a C 1, 5 - a ) 9 i V 5 0. 6 I / * 

i^O. 6 1/ . 4-(2-TWXf-A.)f^:<-> 
- rr-i^y^T-Z-A.. -Jtflttt 0,37 



-k:^ acOE i.;<^/— A.(i:i)*cr 
m&it^psn 36 0. 2 / c a* : 2 6 » ) 

t»ifttauraE<fc^«!i 38 u-f y««[*» 

ta,p.: 224-227X:( ) C u ^ « 
tti LT ) o 

5c«5^ff : CCi4Hi9Ng $2 • C^H^O^ i UT) 
IMKI W : C. 43.8 0 ; H, 4.70 : N, 25.5 4 ; 
S . 12.99 

|(figM(>0: C , 43.50 : H . 4.64 : N , 25.22 : 
S;V1^9 5 » 

fgasCT 102 

)f-*-3-/f'A'-5 - 7x-A.tf9-/a C 1. 
5 - 1 ) tf J V y 37 




7 - />w*rh-3 - >^A*-S - TXjtA^e 
^ Vo C 1.5 - » ) 7 i 4 8 2 ^ ( 2 

nmol ) CDOMF;Stt2 0«<fCK2^^3l60 ^ 
ilJ: Cf y ^ - A.ra*K 543^C2.S mmol ) 

^nix.. SA-e 3 ^nniai^-ri, 200 

WC0;fC(C2D;i AcOEt lOOW 7* 2 (sIlAm f • 
AeOEi ttdltt*^*?-*i'r* 2 0 0 WTtt^a^ 

tcftu* ^ + ifv-x-f-A.c 1 0 : 1 ) iCJ:*) 
^th-r ^iS^i: 0(3£<l:^^ 37 6 5 0 -7Ca4C 
: 8 6 X ) t«fen&tC«5t Uri*5, 
7caC5>W: CC23H27N3S t ur ) 

nn^SLOi): C. 7 3.17 : H. 7.21 ; 11.13 : 
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S . 8.49 

3?a!lfiIC?0: C .73.1 6 : H , 7.20 : N , I 1.07 : 
S .8.5 2 « 

NMRCCDC/3) i : 1.57 (3H. 1,63 (3H, 
I ) . 1.8 0 (3H. 0 . 1.9 2 
-2.2 3 C4H,m) .2.4 0 (3H, 
I) ,3.8 3(2H.d. J=»8HO, 

4.8 0 -5.2 0 ClH.m) , 
5.40 (IH. I . J=«7Hi ) . 

6.9 5 ( IH. I ) , 7.20-8.1 5 
( 5H .m) , 7.93 C IH . O o 

3eJfi^ 103-106 



CH. 



DM? 



^^-^^^^ (Id) 

%nm 1 0 2 iramcDM F «./s«E<b urfflc-. 



nC3B361- 57587 C30) 
fi8(C5?:fitrli 0 3-1 0 ev'^fzit't^fnm 



S 8 



Ml 


P 


rS 






«^ ft 


CHj ) 






DMFUd 


103 


3 


«3 


79 


482 C 2 ) 


856( 3 ) 


0. 250 


10 


104 


2 


H 


97.6 


510 (2.24) 


760(3.50) 


0. 276 


10 


105 


3 


H 


98 


450 ( 2 ) 


627 (2.2 ) 


0. 150 


10 


106 


4 


H 


99.6 


430 (1.89) 


800 (2.26) 


0. 150 


10 



—392 — 



« 9 











7C X 






NMR(C0C/3) 3 












n m 


3 (X) 




c 


H 


N S 


C H 


N 5 




103 


^«35*^^ 


75. 46 


7.92 


9.43 7.19 


75.43 7.96 


9.35 7.06 


1.59( 311. 1 ) . 1.6 6 ( 3H. • ) . 1.6 8 (3H. 1 ) . 
1.8 0 ( 3 H , 1 ) . 1.9 0 - 2.2 0 ( 8 H , m ) . 2.4 3 ( 3 H , 
1 ) . 3.8 2 { 2 H . d . J « 8 H * ) . 4.9 0 - 5.2 5 ( 2 H . 
m) , 5.48 ( IH. t . J - 7HO . 7.0 2( IH. • ) . 
7.42 -8.20 (SH.m ) . 8.0 0 C UL • ) 


104 




72.69 


6. 93 


11.56 a. 82 


72.44 6.64 


11.50 8.69 


1.5 8 (3H. .). 1.64(3". • ) , 1.80C3H. • ) . 
1.95 -2.2 0 ( 4H.m) . 3.8 2 C 2H . d . J - 8Ht ) , 
4.8 6 -5.20 ( IH .m) . 5.4 2 C 1 H . t , J - 7Hi ) . 
6.70 ( IH . d , j-2»0 . 7.08 ( IM , • ) . 7.4 0 - 
8.10 (5H .«) . 8.17 ( IH . d . J »2H. ) 


105 




75.13 


7.71 


9.73 7.43 


75.49 7.78 


9.78 7.56 


l.S 8 ( 3 H , • ) . 1.6 6 ( 3 H . 1 ) . 1.6 8 ( 3 H . I ) . 
l.8 0(3H. 1 ) . 1.8 2 -2.2 0 ( 8".™) .3.8 0 C2H. 
d . J-8H» ). 4.8 5-5.2 0 ( 2". m) . 5.4 0 ( IH .1 . 
J-7H1 ), 6.6 8(1H. d . J-2H* ), 7.0 3 (IH , i ) . 
7.3 2-8.10(5H.m) .8.16(1", d , J-2H« ) 



S 9 ( -3 -5 * ) 





^^3: 


jc M ^ Iff 


NMR.(CDC/3} ' 


ff » « (») 


X « a 


C H N 5 


C H N 5 


106 


C32«4t^^ 


76.91 8.27 8.41 6.42 


76.97 8.24 8.33 6.44 


L6 0 . 1.6 6 . 1.8 0 (S-* .15") . 1.9 0-2.2 0 
(12H.«) . 3.8 5 (2" . d . J -8"« ) . 4.9 0 
-5.24 (3H.m) . 5. 42 (1". i .j-7Ht) . 
6.6 8 ( IH. d . J - 2H* ) . 7.0 5 ( IH. 1 ) . 
7.4 0- 8.1 5 C 5H .m) , 8. 1 8 ( I " . d . J - 
2H» ) 
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OK 




{1) 7-kKa*'>-3->f-rt.-5-7Xi 

A. e ? V o C 1..5 - a ] 'J ^ 40 
-Ky-/>fA.ftKif-A'i^rA^ 39 6. 9 /, 5 
-Tiy-4->^A.trf A. 38 3. 5 7 

-CiSfe^a. 5Ej6ftr-5i. fflE<b^«9 40 5.7 5 / 
C : 7 1 « ) t» 5 o 
m,p.: 2 5 9 - 2 6 1 r C ^J'W ) ( ^ ^ ^ 



m^Zl' 57537 (32) 

(1 CW) : C . 5 9.3 2 : H . 4.9 2 : N . 1 8.6 5 . 
5133^2 0«) : C, 6 9.3 3 : H, 4.8 5 :N. 18.7 2 , 
IR(Nujol): 3160,1670.1630. 
1 5 9 0<a"^ o 

NMRCCDjOD) J : 2.2 3 ( 3H, I ) .5.9 3 ( IH . 

O .7.7 7 ( IH . I ) . 7.4 7 - 
7.90 (5H,ni)« 
(21 7-i?ao-3->'?-^-5-7i — /ut' 

7 •/ o C 1. 5 - 1 ) 'J i 29 
(1) T? ft ^ IJI 40 I 3. 5 * '> iS.it 7 x 

5 0 N.N' - > f- /V T- 'J y 5 h/ IC «S 

1 2. 1 ? ( JlZ^ : 8 3 « ) tSi% ^^n-B « 
m.p. : 89-90T:(n-^ + -ti'J:»73i^a) 

n J1C <a C«) : C . 6 4.0 7 : H . 4.1 4 ; N . 1 7.2 4 ; 



C/ .14.5 5 

SSSSfil W): C. 6 4.1 5 ; H . 4 . 1 0 : N . 1 7.4 3 ; 
C/ , 1 4.61 o 
IR(Nu j 0 I ) : 1620 « 
NMRCCDC/j) tf: 2.4 3 ( 3 H . 1 ) . 7.3 0 ( 1 H . 

O » 7,37-7.6 3 ( 3H . flx) , 
8.0 3 ClH. I ) .7.9 7-8.2 3 
(2H.tii) „ 

(31 7->/w;jrh-3->f'A.-5-7x^ 
tr ^ •/ o C 1, 5 - a ] 'J f y > I 

(2)Tr»yi<t^«9 29 izi7<!:^t^«7. e; 
ox^/-/w23 o«*o.«astt*3o^«iafittr 

^ 3 5 0 wiciu;t. 3 0 ^rjaif?-f -5 » 
^tt^ ftK 2 2 .i^-c^ftir i « 

» ««r 5 iae<t^'89j^ i o. 4 ^ c : 

8 6 « ) AiJ^^n-So 

«.P.: 250-260r(^J')W)Ci^/-/i' 



7C*^^: (Ci3"ii>'3S i LT ) 

nj^fS C?6) : C. 6 4.7 1 : H. 4.5 9 : N, 17.4 1 : 
S . I 3.2 9 

;?dI3 C«) : C , 6 4.8 1 : H , 4.4 2 ; N , 1 7.3 6 : 
S . 1 3.4 4 

i^^m 2-11 



HN S 



(*) 



c 

(b) 



\ 2 
COR 



(c) 



(IV j^) 



SH 



(II) 

C 2C 4= , R 2 a 3 . «. 4 X , i; J: R' (1 E i 
(1) ^t^*5l(i)i ^»*lll'lc^5^Ke«* K^K-tn 



(21 <t^lSl CC) i + i/^^k y If J;C^, 

(11)3 ^ic ^ o o > ^ yvt^m ir*H 

(31 ^a/uttCIVi) . J:C^i ^ >' 

'i t 11 5 w ;K«^t ^ h 'J ^ ^ if ) * 

(2) . (3)o:5'ffiic:a;?:a^rfija L/io flu. »^ 

912 -(DiJ J:c;^d?99 3 -(21ico(r^rilRJ5^f^ 



Ma^Gi- 57587 (33) 
(2) . (3)<oa;5 3i*if:iOi?«0^S I 1 (C, ? ^» tcS-lt 

7-tKo+->-3->f->i't^^-/o C I. 5- 
a J ; y 42 



HN — M 
38 



^COOCjH, 



CH. 



U2 

3 — 

A. 1 8. S ^ ^fiST 2 3 KfMaf?1-5o 
* 54 STOW aiff(C3-ri/-4->f-A. 
tfy-Z-A'SS ix^/-yul00m/«-2in;l. 6 



^-cft* Lra(ia<fc^«!j 42 7. 4 / c a* : 39. 

7 « ) 

m.p.: 290T:J5li:(/^/-'»'J^ OS^fl )- 

Tca^^'W : c C7H7N3O i Lr ) 

nilCfiE C?0 : C . 56.3 7 : H. 4.73 : N , 28.1 7 
9t Sd ^ C^) : C . 5 6.6 0 : H . 4.8 0 : N . 2 8. 0 6 o 
g 3 -(21 

7 - ^ o a - 3, S - ;* f- A* f f •/ o C 1. 5 - 

1 ] y J y 44 



OH ci 




- h A^tSiS^iCt ^ ■> i^it >'4. 6 5 / 

4 0 r-Cl U/t a, 7-tKo + '>-3, 

5 - > f- A. 9 •/ o ( I. S - » ] fc^ 'i i V 43 



2.3S7*ftlx.. SiS-C20^3^|flf?ak. 5'i»C20 

E<b^«1 44 2.3;(a5?S:8 8. 3«)*?45o 
in. p.: 113— 115T:Cn-^+"tVj;0^ 

«»a ) 0 

Itffia : C , 52.90 : H , 4.44 ; N , 23.1 4 : 
C/ ; 19.5 2 

SeffldfiaW: C , 52.88 : H , 4.49 : N , 23.1 4 : 
C / . I 9.6 1 o 

c pjT^a ) 
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aUSSSSl- 57S87 (34) 



a 10 





X 




Sl3 




a a (M) 




CD) 0 


2 


C-CH3 


H 


H 


H 


3 9.7 


8S 


9 4.8 


3 


C-CH3 


CH3 


H 


H 


8 6.5 


8 8.3 


9 4.4 


♦ 


C-Ph 


P h 


H 


H 




9 4.8 


9 3.4 




N 


CH3 


CH3 


H 


64 


84 


70 


• 


N 


CH3 


CH3 


CH3 


58 


92 


66 




N 


CH3 


<=2"5 


H 


80 


80 


68 




N 


CH3 


H 


H 




9 0.5 


66 






CH 




CH3 


5 5.4 


9 6 


5 4.9 


10 


N 


CH3 


H 


n-Pf 


6 8.9 


9 4.6 


2 6.1 


11 


N 


Ph 


H 


H 


2 6.3 


6 1.3 


6Z9 



OH 



S 1 1 ( eco 1 ) 



(e) 













(1) 


( a ) 


C b ) 






2 










3 


1 


3.1 


ACOTC2.3 ) 


7 


EtOH 


4 












5 


25 


52 


AcOT(200) 


5 


HjO 


6 


25 


44 


AcOH(160) 


5 


H2O 


7 


22 


52 


AcOH(l75) 


16 


H2O 


8 












9 


IS 


23.9 


AcOHUSO) 


4 


EtjO 


10 


6.8 


8.4 


AcOHC 80) 


4 


EtgO 


a 


17 


46.7 


AcOHdSO) 


8 


EtjO 




S I I f tCD2 ) 



— H 











(2) 




POC/3 
(«/) 




2 


2.71 


27(«/) 


1.8 


30 1 


3 










4 


2.87 


lOdn/} 


1 


30 


5 


32 






180 


6 


31.5 


160(aU) 




180 


7 


20.7 


USCni) 




180 


8 


18.8 


lOOCm/) 




40 


9 


16.5 


80Cm/) 




90 


10 


5.5 


30(m/) 




45 


11 


4.5 


35C»/) 




50 
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SH 




(II) 

g I I ( *<03 ) 



^gf 


fcb a ft c^) 


EiOH 


c^) 


C3) 






2 


3. w J 


4.57 


120 


20 


3 


0 


1.92 


SO 


30 


4 




1.37 




15 




30 




500 


30 


C 
D 


34 


15.8 


500 


30 


7 


20.6 


10.4 


330 


30 


8 


10 


9 


100 


30 


9 


10.7 


8.9 


180 


30 


10 


S.7 


4.1 


50 


30 


11 


9 


0.66 


50 


30 



S 1 2 



























2 


2 9 0 a± 


91 - 93 


3 0 0J£l± 


3 


3 2 5 C ^» ) 


113 - lis 


2 7 7 - 2 9 4 ( ) 


4 


m Qt A 


160 - 161 




5 


2 9 4 - 2 9 9 


142 - 149 


300 -302 C^W) 


6 


3 0 9-311 


108 - 117 


2 4 4 - 2 4 7 


7 


2 7 3 - 2 7 5 


58 - 60 


1 8 4 - 1 9 0 ( ) 


8 


rtr R5 A 


152 - 154 


2 6 5 J2l± 


9 


2 7 0 J5l± C ) 


148 - ISO 


3 0 0 J£l± 


10 


2 3 5 - 2 3 7 


*1) 


*2 ) 


11 


2 1 0 JilJ: ( 


168 - 170 


2 7 0 J£l± C^W ) 



0.8 3 - 1.2 ( 3H , c ) . 1.5 3 - 2.2 6 C 2H . m ) . 2.6 3 ( 3H . » ) . 

2.7 3 -3.1 C 2H . t ) , 6.9 C IH . Oo 

0.8-1.67 C3H. t 1.4 3-2.13 (2ll.m) , 2.3 3 C3H. .) . 

2.6 - 2.9 7 C 2H . I ) , 6.8 8 C 1 H . « ) 



*l) NMR(CDC/3) « : 
:(e2) NMRCDMSO) < : 
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i^^m 12 

5»7 ' J ^ A. - Z - f3. 7-i;>f-A.-2. 6 
C 1, 5 - a ] i > 48 



N — m 
k5 



U6 



DMT 



N NH CH. 



CH^COCHjCOCH^ 



U7 



EtOH 



^J^S ft 



CH 



US 



tU 3-ri/-5->/w>»rh-l. 2.4-H 
ij r /u 45 1. 1 6 y C I 0 mmol ) , y f - 
/»'yoiK46 i60/(12 mmol ) is X. C/iSi 

* *^2^°3 ^50 "yoia-^^j^ o M F sa4j»cr 



nesassi- 57587 (35) 
sar 4 B^rja??^. * 2 o o w'^i (C2n;l. 

UrAcOEt 2 0 0 2 a. AcOEc.l 

aurra-P. 8 I - 8 3T:o«8fi»aiUT5 - 
r i / - 2- (3, 7-v^>f'^-2,6-:<-^^V 
x:=./w)f.:<-— 1. 2. 4— ^';r'/— A.47 <0L^ 

liZ * : 9 5 « o 

5t1S^^^ : CCj2"20^'^45 "2° ^ 

ffJ^fflW: C , 56.3 I :H . 8,03 :N , 21.8 9 . 
S » I 2.5 2 

5?aafiac?6): c, 56.57 : h. 7.8 5;n. 21.66 . 

S . 1 2.5 0 o 

(21 47 1. 0 1 / C 4 tamol ) . 

T-t-f-/vT-tehy500"?(5nimol). 4fJ:Cf 

e-<ij v^ys o«7^j8R;}cx^y— yw2 5-u(CJn;t. 
2 4 K?ra£DMjaitt s;5tt*«ffflsr 



e^t^'ftl 48 8 5 0 «? C a* : 6 r « ) *o 
n.p. : 9 4 - 9 5 T: ( X — A. - ^ V J: 

IfJIfflW: C , 64.5 2 :H . 7.64 : 17.7 0 : 
S . 10.13 

Hffltt W) : C,6 4.7 1 :H, 7.6 6 .N. 17.6 8 : 
S . 9.9 4 « 

NMRCCDC/ 3 J * : 1.6 0 ( 3H , • ) , 1.6 6 C 3H , I) 
1.7 8 (3H. I ) . 1.9 0-2.2 0 
(4H.m) ,2.63(3H, i ) . 
2.7 5(3H, I ) .3.9 8C2H.d. 
J=8Hx) , 4.90-5.30 (IH. 
ra) .5.50C1H. t . J«7Hx) . 
6,7 5 ClH. I ) , 

^JTffll 13-14 

,j;;r„ . ^ 

il 




(n) 



U) ;pd?Wl2-a)tf31«»CDMF^:SaiU 

h' i^) t 3 - r i / - S- >-vftrh-^l,2,4 
^h'JT'/-A.45 i tSfiTRSS^i'r 3 - T 
$y-5--l«'jr^-/»'f-* - 1, 2,4-K 'J T V- 

(2) {fc^^ (a) , THr-f^fl'T-b h X » 

5.7 - ■;;>f-A.-2--i«'i7'w-^f-*-C 1. 2, 
4 J h -i r -/o C U5 - « ] 'i 5 i':'^^*^*) 
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acaaSSl- 57587 (37) 



Si 3»C3 - T; / - 5 -:fiir^^A^'f't' 
'^rU-z^f-^-Cl. 2.4] l-'iT'/oCU 5- 













m m 


ft 






7Z X 


*^ 9t 




















n-ffffi (M) 


?CffifiI (M) 




P 
















» ^- ac 








7'o{ K(-f ) 


•t2C03(/) 


DMFCW) 






C H N S 


C H N S 


13 


3 


88 


1.16 (10) 


142 (12) 


0.750 


15 




63.00 8.63 17.29 9.89 


63.00 872 17.20 9.72 


U -lU 


4 


772 


1.16 (10) 


4.0 (IIJ) 


0.750 


20 




67.99 9.34 14.42.8.25 


67.33 926 14.26 7.94 


9 


1 ^ 


1 






















am 






Ik ACD 










P 




<t^«J (□) 




(■f) 


EiGH 
(W) 


( ttAsn ) 




NMR(C0C/3) i 




13 -(21 
U-(2) 


3 
4 


82.6 
59.3 


0.961(3) 
1.460.76) 


0.4(4) 
0. 4(41 


100 
100 


25 
25 


74 - 76 

(x-^/to-c/yy) 


1.60 . 1.66 . 1.78 ( 3-1 . 1210 . 1.85 - 2.30 C8H .ra) ,2.60 
C3H, •) . Z70(3H. »).338C2".d. J-8Ht ). 4.95- 
5.30 (2H.m) ,S50(1H. i . J -7Hi ) , 6.70 ( IH. • ) 

1.60* 1.68. 1.80(3- • . 15H) . L90 -2.30 ( l2H.m) . 
2.60(3H. 0.2.70(311.1). 3.98(2Il.d , J»aH< ) . 
4.90-S.30(3H,m) . S.SOdH, i . J -7IU ) . 6.73 ( IH. •) 
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15 



H,CHN-C-S 



EtOHjC 



k9 



50 



* 31 
.2HBr — 



0. 7 2 ; C WMHa 57-203064)Ol4« 

2/*sarfiD;t. 1 5 ^i'lftff r So 

^ > (CTtta^t. i^* cur * 2 - / f- 

/w-S - i h + ^/ f-zw-* - ( 2 - >f-/v/T 
i i; / ) V i c; y 50 0. 6 5 ^ C : 9 4«) 



!5iSa5Gl- 57S87 (38) 

tD.p.: l36 -139T:(AcO£tJ:r}|?fea), 

«-5(CfiaC»): C. 5 3.7 9 :H, 7.67 :N, 31.37 

W) • C , 5 3.6 4 ;H. 7.6 9 31.2 4 o 
±V\^tzit^^ SO 0. 6 2 7 *J|<t*««-» 

* UTS:2^fc^«n 51 0. 4 8 / c a* : 4 l « ) 

'*i^io C 5?Jt«1 4 0 (Oiaft<b^«iJi LTffltr^/t) 
m.p . : 1 2 5 - 1 2 8 r ( ) o 

NMR(OMSO)i : 2.5 8 ( 3 H , .) . 2.9 5 C 3 H , 
d . J-6Ht ) . 10.3( IH, 
brozd ) o 



<a * U A ffl J!^ X O a th <0 © fl ^ tt fil * 
««U. rtSl 4 mm <0/rf tCttjSffltrtffl 

X Vf^Kl 6 WtiDiSSeStt A^An. lOOMttX 
tiaau^t. if ? :^«(19 5 M«« - 5 «-tt<fc 

10"«M) iatt^t^«! < lO"* M ) tiD;t <t 
Oai U, 0.0 1 N4ctt<b^ Y 'J *7 ^tCTH^A 

pH - 5.0 <Traa u/t. 





NaC/ 






MgC/j 




^A*3 


^s/snA 


105 


4 


2 


I 


1 


11 




87 


4 


2 


1 


1 


11 



0) 7 - -cy.:;A.f-^-3 - /■fA.-5-7Xj:. 

( 1 -a) ) 
C 1 6 -(2) ) 

7 - ( 2 - tf';Vyw>f'zu;izw7'fJ=.A^) - 
5->f-A.tf9-/a C 1, 5-*] i*^:' 
C 1 8 -(21 ) 

7 - C 2-t^'ii^^>f-A*X;w7'fA/w) - 
5-7Xiyue9*/oCl. 5-»)tf'j li/ 

( 55 ifi «1 2 3 - (2) ) 

7 - C 2 ^rr-'J/^T '/—A. - 4 - >f /w 
- 5 - 7xi/ut^9-/o C 1. 5 

- 1 ) e 'J i v; i/ 
( %v&m 2 8 -U) ) 



G) 



(4) 



(5) 



(6) 7 - ( 4 - 7 A. ?c o ^* y A. X A. 7 A. ) 



— 90n — 



-5.6--:^/-f-^-Cl. 2,4] h7T'/aC 

1. 5 - 1 J tr 'J I 'J V 

C 3 3 -12) ) 

(7) 7-C4->f'A*'<y-:^A^;^^7-fi/v)- 

5. 6 - > f- /u - C 1, 2. 4 ) h 'J r •/ D c 1, 
5 - a ) tr J y 

( flJttfl^ 3 7 -(2) ) 
(3) 7-C2-tf';v'A.>f'^^^7'f-/v)- 

5, 6 - > -V - C 1. 2, 4 ] h 'J r •/ a ( I. 

5 - a ) »J i 

( Sffl^ 3 9 -t2) ) 
(9) 7 - -<yv;A.:^A.7-f-/v-2.5,5 - h 'J/ 

f- /u - C 1. 2. 4 j K 'J T •/ o C 1. 5 - » ] 

C 15 saw 4 2 -(21 ) 
00 7 -C2-7A'i-a^yi;yv;tA.7'fiA^) 

- 5 - > f- ^ - C 1. 2, 4 ] h 'J r •/ a ( 1, 5 

- a ] 'J 5 V 

( l5JfiW 5 0 -(2) ) 
ttU 7 - C 3 - 7A^:i-a^y-:^A.X-v7'fi/v) 



mass 61- 57587 (39) 

- a ] ') i V 

( ^WSS 5 1 -12) ) 
02 7 -( 3-^oo^yv;A»x-v7'fAA»)- 
5 - > ^ - C 1. 2. 4 ] h 'J T y o C 1. 5 - 
a ) tf ; :^ 
C 5 4 -(21 ) 

) - 5- >5^/w-(l. 2,4] h'/ryoCi, 
J5 - a ] J y 

C SlittW 5 6 -121 ) 
a« 7-^y*:^A.JtA.7-f-A'-2,5-Of-A^ 

- C 1. 2. 4 ] h 'J r y a C 1, 5 - a J tf 7 i 

( %mm 6 7 -(21) 

OS 7-(2-^ao'<^'^^^'"'^'*^— '^)" 

2. s - > ^ A. - ( 1. 2, 4 ] h r □ C I. 
5 - a ] 'J $ y 

C Slifi^ 7 0 -(21 ) 
OS 7-(4-7aa-Ky*>'n^A/w7'f— A')- 



2, 5 - V > /w - ( 1. 2, 4 ] h r */ o c I. 
5 - a ] i y 

Cl?aW7 2 -(21 ) 
(17) 7--<yi;A';^yu7>f— in/-5->f'^"2 

-o-ratfA^-Cl. 2.4] h'iryaCl* 

5 - a ] 7 J y 

C 5ljaifi1 7 3 -(21 ). 

08 7 -{N-2-C2-rT-*Vyf-TV-A. 

-4-^yi,>^/wf-i')if-^Ti / ) -5. 
g _ .;; > f. A. - C 1. 2, 4 J h 'J T '/ a C 1. 5 
- a ] 7 i V 
( 9(»91 10 1) 

09 •> > f- y ( ) 

tiixs±ic»«r 

.«aaic«i»i-r -siA-g- -h- 

i3r*»«:»*If ^li-^ — + 











01 




OH 




(21 


-H- 


03 




(3) 




03 




(41 




a« 




(51 


+ 


OS 




(61 


+4- 


as 




(7) 


+ 


an 


+ 


(81 




as 




(91 




Q9 


+ 


aa 
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«^or«OML. flPlffiiitilK: A^A-t-^WA 
fc. t ^ i y • -Jl«tt3 "^/I^/I^M^iaitt 

A. tr ^ ■/ a c 1, 5 - » ] *^ y i '-^ 



JiCaaSSl- 57587 (/G) 

c I -(1) ) 
(2) 7 - >w-3 - xh-^-v-;^ 

A/tK^a^-S - >f-A.tf^/a C 1, 5 - a ] 

tf 'J i y 

C 1 6 - (21) 

- a ] e 'i 5 V 

( 5 0 -(2) ) 

- 5 - / ^ ^ - ( I. 2, 4 3 h T '/ o C 1. 5 

c %nn 5 I -(2j ) 

aa 7-(3-^aa'<:^v^'i';tA'7^ifl^)- 
5-/f-A.-Cl. 2,4] h»;T'/aCl. 5- 

a J tr ij J y 
( 5 4 - I2J ) 

a* 7-^yVA';^/w7^AA.-2.5-':^>-f'A. 

- C 1. 2, 4 ) h <; T '/ o ( U 5 - a ] tf i 



( 6 7 -(21 ) 

03 7_ ( 2-^oa-^yi^/wXA'7'f— >v) - 

2, 5 - > A. - ( I. 2, 4 ] h T •/ a C I. 

5 - a ] J 

C 35i(5W 7 0 - (2) ) 
09 7 - C 4-^aa'<yv^/uX7V7^— A^)- 
. 2, 5 - > f- ^ - C 1. 2, 4 3 K T •/ a C I. 

^ ' X ^ i 'J V 

( Stifififl 7 2 -(21 ) 
OS 7-(N-2-C2-/T--:;/f-r A' 

_4-^A.>f.A.f':<-)xf'A/rj / } -5. 

fl - > ^ A. - C I. 2. 4 ] h 'J T a C U 5 

- a ] ij t y 

(3(211^ 101 ) 
09 •> > -f- i; > ( j^RRSS ) 

i 4»tt^i':&iilif&!* ^ Jfiti ur ^i^r • 





ft^ft ( ) 




01 


10 


43. 0 


121 


10 


61. 0 


QO 


10 


71. 0 


Oil 


10 


70. 0 


02 


3 


77. 0 


a« 


5. 2 


59. 2 


us 


10 


71. 0 


OS 


10 


66. 4 


08 


10 


49. 3 


09 


3 


8S. 0 



( £XT*B ) 
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*aB^ffc^«!ltiaiISP^IS!:4ft X 5.2 . 1 0«?/'E^ 

4^fftiitaA itt SF a fi » «)t ^ ^ ^ 




